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Study on the Synthesis and Bioactivity of Sulfanilamide and Thiazole
analogues
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Study on the Synthesis and Bioactivity of

Sulfanilamide and Thiazole analogues

Abstract

The sulfanilamides were the first effective antibacterial drug which is folic acid
antagonist. The sulfanilamide lead molecule constituted the basis for the
development of all these types of pharmacological agents which such a varied
spectrum of biological actions, as exemplified below for antibacterial agent,
carbonic anhydrase inhibitor, diuretic agent, hypoglycemic agent, HIV protease
inhibitor, metalloprotease inhibitor. A host of structurally novel sulfonamide
derivatives have recently been reported to show substantial antitumor activity in

vitro and in vivo. Although they have a common chemical motif of aromatic/



heterocyclic sulfonamide, there are a variety of mechanisms of their antitumor
action, such as carbonic anhydrase inhibition, cell cycle arrest in the G1 phase,
disruption of microtuble assembly, functional suppression of the transcription
activitor NF-Y, and angiogenesis ( matreix metalloproteinase) inhibition among
others. Previously, we usedsulfanilamide analogues to attach cantharidin to
synthesis a series of imide compounds and founded a part compounds had
antihepatocellular carcinoma activity. In order to further structural study, we used
various anhydrides replace the structure of cantharidin to synthesis a series of
sulfanilamides analogues

( compounds 1- 34) by the following method: sulfanilamide or other

analogues were dealed with various anhydrides by heated to 200°C in a sealed tube
for 2 hours. After cooling, the residuals were removed from the tube, and were
further evaporated and purified by TLC plate. Another series of thiazole analogues
(compounds 35-57) were synthesized by the same method. All of these
sulfanilamide and thiazole imide analogues were measured by H-NMR, IR, mass
spectrometry. Besides, the series synthetic compounds of the sulfa and thiazole
were tested for their capability to suppress growth of human hepatocellular
carcinoma cell line. The data indicated that almost compounds of sulfanilamide are

non- cytotoxicity. Another series of thiazole analogues would be tested .



